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Absolute stereoche-is-ry . Rotation (-) . 
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L7 ANSWER 2 OF 1 0 CAPLUS COPYRIGHT 2009 ACS on STN 
AN 2008:1216881 CAPLUS 
DN 149:402106 

TI Novel preparation of chafuroside based on efficient construction of 
flavones 

IN Suga, Toshiyuki; Furuta, Takumi 
PA University of Shizuoka, Japan 
SO Jpn. Kokai Tokkyo Koho, 13pp. 

CODEN: JKXXAF 
DT Patent 

FAN . CNT^l 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI JP 2008239513 A 20081009 JP 2007-79311 20070326 

PRAI JP 2007-79311 20070326 
OS MARPAT 149:402106 
GI 
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resulting compds . IV [R5 = H, alkyl, acyl, (protected) OH, halo; RS = 
(protected) OH, ether residue, ester residue, halo; R7 = H, alkyl, acyl, 
(protected) OH, halo, glucose or other sugar residue] in the presence of 
acids in protic or aprotic solvents, then treatment of the obtained 
compds. V [R8 = H, alkyl, acyl, (protected) OH, halo; R9 = (protected) OH, 
ether residue, ester residue, halo; RIO = H, alkyl, acyl, (protected) OH, 
halo, glucose or other sugar residue] with azodicarboxamides or 
azodicarboxylate esters, and trialkylphosphines or triarylphosphines, or 
in the presence in aprotic solvents. Thus, 

1- [2, 4-bis (benzyloxy) -6- ( tert-butyldiphenylsilyloxy ) -3- ( ( 2S, 3R, 5R) -3 , 4 , 5- 
tris (benzyloxy) -6-benzyloxymethyltetrahydro-2H-pyran-2-yl ) phenyl] ethanone 
was reacted with lH-benzo [d] [ 1 , 2 , 3] triazol-l-yl ( 4- 
benzyloxypheni ne at -78° for 1.5 h in the presence of 

KHMDS/MePh in THF to give the corresponding p-diketone with 48% 
yield, which was deprotected with TBAF in THF, cyclized in the presence of 
p-TsOH, debenzylated, and treated with PPh3/THF and DEAD to afford I. 
IT 720684-57-1P, Chafuroside 

RL: IMF (Industrial manufacture); SPN (Synthetic preparation); PREP 

RN 720684-57-1 CAPLUS 

CN 2H, lOH-Pyrano [2 ' , 3 ' : 4, 5] furo [3, 2-g] [ 1 ] benzopyran-10-one, 

3,4, 4a, 1 lb-tetrahydro-3 , 4, 1 1-tr ihydroxy-2- ( hydroxymethyl ) -8- ( 4- 
hydroxyphenyl) -, ( 2R, 3S, 4S , 4aS, 1 lbS ) - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




UGHT 2009 ACS c 



146 : 42084 



ishi, Keiji; Nukatani, Haruo; Muto, 
. Cancer Center, Japan 
. Tokkyo Koho, 18pp. 



:ODEN : JKXXAF 



KIND DATE APPLICATION NO. DATE 

A 20061221 JP 2005-169262 20050609 

20050609 

OTAC (Oolong tea active compound), flavone derivs . , are 
i Oolong tea leaf. The antitumoric OTAC are able to inhib: 
colonic aberrant crypt foci (ACF model) and colonic 
n Ape gene-deficient mouse model. Extraction of the antit 
oolong tea leaf with hot water and inhibition of cancer ir 

models were shown. 
66737-00-0P 

or feed use) ; PUR (Purification or i 
ise) ; BIOL (Biological study); PREP 



I, 5] furo [3, 2-g] [1] benzopyr an-1 0-one , 
>-3, 4, ll-trihydroxy-2- (hydroxymethyl) - 
3S, 4S, 4aS, llbS) - (CA INDEX NAME) 



Absolute stereocher.ist.ry . Rotation (-) . 
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RN 866737-00-0 CAPLUS 

CN 4H, 8H-Pyrano [2 ' , 3 ' : 4, 5] furo [2, 3-h] -l-benzopyran-4-one, 

7a, 9, 10, lla-tetrahydro-5, 8, 9-tr ihydroxy-1 0- (hydroxymethyl) -2-(4- 
hydroxyphenyl) -, ( 7aS, 8S, 9S, 10R, llaS) - (CA INDEX NAME) 

Absolute stereochemistry . Rotation (-) . 




ANSWER 4 OF 10 CAPLUS COPYRIGHT 2009 ACS on STN 

2006:441728 CAPLUS 

145:347946 

Inhibition of intestinal carcinogenesis by a new flavone derivatii 
Chafuroside, in oolong tea 

a; Takahashi, Marni 
: Centei 



5-1-1 Tsuk 



(2006), 97(4), 248-251 
CODEN: CSACCM; ISSN: 1347-9032 
Blackwell Publishing Asia Pty Ltd. 



Tokyo, 104-0045, Japan 



English 

A new flavone derivative, Chafuroside, has beer, isolated as a strong 
anti-inflamrnatory compound from oolong tea leaves, and its structure d 
to be (2R, 3S, 4S, 4aS, llbS) -3, 4, 1 1-tr ihydroxy-2- • hydroxymethyl ) -8- ( 4- 
hydroxyphenyl) -3,4, 4a, 1 lb-tetr ahydro-2H, lOH-pyrano [2 ' , 3 ' : 4, 5] furo [3,2- 
g] chromen-10-one . To assess its potential to inhibit intestinal 

A{ 1-fi lHit Iln mi ~ f _ ^ f_ i -.i _\ 

were reduced to 83, 73, and 56% of the control value, resp. Moreover, 
dietary administration at 10 and 20 ppm reduced azoxymethane (AOM) -ind 
colon aberrant crypt foci (ACF) development in rats to 69% of the 
AOM-treated control value with the higher dose. Chafuroside-associate- 
toxicity was not observed at 2.5-10 ppm in Min mice and 10-20 ppm in 
AOM-treated rats. These results suggest that Chafuroside might be a g 



RL: DMA (Drug mechanism of action); PAC (Pharmacological 
(Therapeutic use); BIOL (Biological study); USES (Uses) 
(inhibition of intestinal carcinogenesis by Chafuros: 
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720684-57-1 CAPLU 
2H, lOH-Pyrano [2 ' , 3 
3, 4, 4a, llb-tetrahy< 




ro[3,2-g] [1] benzopyran-10-one, 
1 l-t.rihydroxy-2- (hydroxymethyl) - 
_lbS)- (CA INDEX NAME) 
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2006:36756 CAPLUS 

144:108139 

Preparation of flavones, their medial compos 
'.allergy and anti-inflammatory agents 



and their i 



N. ik.it 



Lch: Asl 



> Phai 



Jpn. Kokai Tokkyo I 
CODEN : JKXXAF 
Patent 



Ltd., Japar 



PI JP 2006008626 
PRAI JP 2004-190367 
OS MARPAT 144:1081: 



APPLICATION NO. 
JP 2004-190367 



' STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - 
\B Flavones I [Rla-Rle = H, OH, Cl-6 line 



AVAILABLE VIA OFFLINE PRINT * 



p-azidobenzyloxyf luor 
2 -hydroxy ace tophenone 



■ pyrar • 
III 



II 



and 



grc 



-[ (2S, 3S, 4R, 5R, 6R! 



(R3a-R3e = protecting jroup; R3f = p-nitrobenzyl, 
cyclization of 
5-bis (benzyloxy) -6-benzyloxymethyl-3- 
hydroxytetrahydro-2H-pyran-2-yl] -5, 7-dihydroxy-2-cr.er.yl-4H-chromen-4-one 
gave (7aR, 8s, 9R, 10R, llaS) -8, 9 -bis (benzyloxy ) -10- (benzyloxy ) methy 1-5- 
hydroxy-2-phenyl-7a, 9,10, lla-tetrahydro-4H, 8H-pyrano [2 ' , 3 ' : 4, 5] furo [2, 3- 
h] chromen-4-one, which was deprot.ect.ed to afford the corresponding flavoni 

d the ear swelling of in mice with 
TNCB-indueed contact, dermatitis in a dose-dependent manner. 
866737-00-0P 873077-63-5P 

RL: IMF (Industrial manufacture); PAC (Pharmacological activity); SPN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological study); 
PREP (Preparation) ; USES (Uses) 

(preparation of flavones as antiallergy and anti-inflammatory agents) 
866737-00-0 CAPLUS 

4H, 8H-Pyrano [2 ' , 3 ' : 4, 5] furo [2, 3-h] -l-benzopyran-4-one, 

7a, 9, 10, lla-tetrahydro-5, 8, 9-trihydroxy-10- (hydroxymethyl) -2- (4- 

hydroxyphenyl) -, ( 7aS, 8S, 9S, 10R, llaS) - (CA INDEX NAME) 



olute 



listry. Rotal 



(- 
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RN 873077-63-5 CAPLUS 

CN 4H, 8H-Pyrano [2 ' , 3 ' : 4, 5] furo [2,3-h] -l-benzopyran-4-orie, 

7a, 9, 10, lla-tetrahydro-5, S, 9-t.rihydroxy-10- ; hydroxyinethy 1 ) -2- (4- 
methoxyphenyl) -, ( 7aS, 8S, 9S, 10R, llaS) - (CA INDEX NAME) 

Absolute stereochemistry. 




IT 873077-34-0P 873077-51-1P 

RL: IMF (Industrial manufacture); RCT (Reactant) ; SPN (Synthetic 
preparation) ; PREP (Preparation) ; RACT (Reactant or reagent) 

(preparation of flavones as antiallergy and anti-inflammatory agents) 

RN 873077-34-0 CAPLUS 

CN 4H, 8H-Pyrano [2 ' , 3 ' : 4, 5] furo [2,3-h] -l-benzopyran-4-one, 

7a, 9, 10, lla-tetrahydro-5-hydroxy-2- ( 4-hydroxyphenyl) -8,9- 

bis (phenylmethoxy) -10- [ (phenylmethoxy ) methyl ] -, (7aR, 8S, 9R, 10R, llaS) - (CA 
INDEX NAME) 



Absolute stereochemistry . 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compound I, which was isolated as antiallergy agent from oolong tea 
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extract, is prepared by condensation of resorcinols II [Rl, R2 = H, protect: 
group; R3 = (protected! OH, ether group, ester group; R4 = H, CO; when R3 
= ether group and R4 = CO; then R3R4 may form (un) substituted ring] with 
sugars III (R5 = H, protecting group; R6 = halo, OC:NHCX3; X = halo) in 

of C glycosides IV (R7, R8 = similar group as in Rl, R2 ; R9, RIO = similar 

group as in R3 , R4 ) with azodicarboxamide or azodicarboxylate esters and 

trialkylph sphine, rn-_\_ - _ - - _ aprotic solvents. 

Thus, 4-benzyloxy-2 , 6-dihydr: xyacetophenone was treated with 

0- (2, 3, 4, 6-tetra-O-benzyl-tx-D-glucopyranosyloxy ) trichloroacetimidate 

in the presence of TMSOTf in CH2C12, esterified with 

4-methoxymethoxybenzoic acid, cyclized, debenzylated, treated with I MAD 

and Bu3P in IHF , and deprotected to give I. 
II 791601-83-7P 

Rl: IMF (Industrial manufacture); RCT (Reactant); SPN (Synthetic 

preparation) ; PREP (Preparation) ; RACT (Reactant or reagent) 

(preparation of flavone C glycoside fro::, resorcinols and sugars) 
RN 791601-83-7 CAPIUS 

CN 2H,10H-Pyrano[2',3' : 4 , 5 ] f ur o [ 3 , 2-g] [ 1 ] benzopyran-10-one, 

3, 4, 4a, llb-tetrahydro-3, 4, 1 l-trihydroxy-2- ( hydro xy::ethyl ) -8- [4- 
(methoxymethoxy! phenyl] -, ( 2R, 3S, 4S, 4aS, 1 lbS ) - (CA INDEX NAME) 




IT 720684-57-1P 

RL: IMF (Industrial manufacture); SPN (Synthetic preparation); PREP 

(preparation of flavone C glycoside from resorcinols and sugars) 
RN 720684-57-1 CAPLUS 

CN 2H,10H-Pyrano[2',3' : 4 , 5 ] f ur o [ 3 , 2-g] [ 1 ] benzopyran-10-one, 

3, 4, 4a, llb-tetrahydro-3, 4, 1 l-trihydroxy-2- ( hydroxymethyl ) -8- (4- 
hydroxyphenyl) -, ( 2R, 3S, 4S, 4aS, 1 lbS ) - (CA INDEX NAME) 




L7 ANSWER 7 OF 1 0 CAPLUS COPYRIGHT 2009 ACS on STN 
AN 2005:1103788 CAPLUS 
DN 143:386847 

II Process for producing flavone c glycoside derivatives 
IN Isuji, Kuniro; Nukaya, Haruo 
PA Suntory Limited, Japan 
SO PCT Int. Appl., 2 4 pp. 

CODEN: PIXXD2 
DI Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 
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WO 20050954: 



JP 

CA 2561401 
EP 1731522 

R: AT, BE, 



20051020 
20051013 
20061213 



WO 2005-JP5695 



JP 2004-107760 
CA 2005-256140] 
EP 2005-721621 



20040331 
20050328 
20050328 



CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 



IS, IT, LI, LT, LU, MC, NL, PL, PT, RO, SE, SI, SK, TR 



KR 2007009597 
US 20080242855 
PRAI JP 2004-107760 
WO 2005-JP5695 



SG 2009-1982 
KR 2006-719986 
US 2008-593743 



20050328 
2"'5"328 
2"'50328 
2 0 060927 
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2004:902389 CAPLUS 

141:380099 

Flavone derivatives and process for producing t 



PCT Int. Appl., 

CODEN: PIXXD2 
Patent 



KIND DATE 



WO 2004092180 



APPLICATION NO. 



WO 2004-JP5451 



JP 2003-11397( 



\T 141 : 3800' 
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* STRUCTURE DIAGRAM TOO LARGE FIR DISPLAY - AVAILABLE VLA OFFLINE PRINT * 

AB A process for the production of flavone derivs . I [ Rla, Rib, Rlc, Rim and Rln 
= H, OH, etc.], intermediates for the production thereof; and processes for 
producing the intermediates were disclosed. Further, the invention 
provides compds . I [ Rla, Rib, Rlc, Rim and Rln = H, OH, etc.], (with the 
proviso that the compound wherein Rlc is OH, Rla, Rib, Rim, and Rln are 
hydrogen, and the sugar moiety is D-mannose is excepted), Pharmacol, 
acceptable salts thereof, and pharmaceutical compns . containing both. For 
example, treatment of a mixture of compound II, III (35 mg) , e.g., prepared from 
Me 3, 4, 5-tri-0-benzyl-2-0-p-nitrober.zyl-D-glucopyranoside in 10 steps, 
with trimethylsilyl triflate at room temperature for 10 min afforded compound IV 
[Rla = Rib = Rlc = Rim = Rln = H] (8 mg) , converted to compound I [Rla = Rib 
= Rlc = Rim = Rln = H] using BC13 . In contact dermatitis control test, 
compound I [Rla = Rib = Rlc = Rim = Rln = H] exhibited p<0.05 (Dunnett's 
test) at >2 fxg/kq dose. Disclosed compds. I are rl aimed useful 
for the treatment of inflammation, allery. Formulation is given. 

IT 780789-07-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reaotant or reagent) 

(flavone scaffold preparation using iodobenzene diacetate) 
RN 780789-07-3 CAPLUS 

CN 2H,10H-Pyrano[2',3' : 4, 5] furo [3, 2-g] [ 1 ] benzopyran-10-one, 
3, 4, 4a, llb-tetrahydro-ll-methoxy-8- ( 4-methoxyphenyl) -3, 4- 

bis (phenylmethoxy) -2-[ (phenylmethoxy ) methyl ] -, (2R,3R, 4S, 4aR, llbS) - (CA 
INDEX NAME) 



OMe 




IT 720684-64-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 



(flavone scaffold preparation via heterocyclization using trimethylsilyl 
RN 720684-64-0 CAPLUS 

CN 2H, lOH-Pyrano [2 ' ,3 ' : 4, 5] furo [3, 2-g] [ 1 ] benzopyran-10-one, 

3, 4, 4a, 1 lb-tetrahydro-1 l-methoxy-3 , 4-bis (phenylmethoxy) -2- 

[ (phenylmethoxy! methyl] -8- [ 4- (phenylmethoxy ) phenyl] -, (2R, 3R, 4S, 4aR, llbS! - 
(CA INDEX NAME) 




RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent 

(preparation of flavone derivs. for treatment of inflammation, allergy) 
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(methoxymethoxy) phenyl] ( 2R, 3S, 4S, 4aS, llbS ) - (CA INDEX NAME) 
Absolute stereochemistry. 



MeO' 




IT 720684-57-1P 

RI : SPN (Synthetic preparation); PREP (Preparation) 

(synthesis of the anti-inflammatory active flavone C-glycoside isolated 
from oolong tea extract via rearrangement and intramol. Mitsunobu 

RN 720684-57-1 CAPIUS 

CN 2H, lOH-Pyrano [2 ' , 3 ' : 4, 5] furo [3, 2-g] [ 1 ] benzopyran-10-one, 

3 , 4, 4a, 1 lb-tetrahydro-3 , 4, ll-trihydroxy-2- ( hydroxymethy 1 ) -8- ( 4- 
hydroxyphenyl) -, ( 2R, 3S, 4S , 4aS, 1 lbS ) - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



0 OH 

H 




II' 



RE.CNT 26 THERE ARE 26 CITED REFERENCES AVAILABLE FOR THIS RECORD 
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L7 ANSWER 10 OF 10 CAPLUS COPYRIGHT 2009 ACS on STN 

AN 2004:403848 CAPLUS 

DN 141:106296 

TI First total synthesis of structurally unique flavonoids and their strong 

AU Nakatsuka, Takashi; Tomimori, Yoshiaki; Fukuda, Yoshiaki; Nukaya, Haruo 
CS Daiichi Suntory Biomedical Research Co., Ltd., Mishima-gun, Osaka, 
618-8513, Japan 

SO Bioorganic & Medicinal Chemistry Letters (2004), 14(12), 3201-3203 

CODEN: BMCLE8; ISSN: 0960-894X 
PB Elsevier Science B.V. 
DT Journal 
LA English 

OS CASREACT 141:106296 
GI 
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AB The first total synthesis of structurally unique flavonoids I (R = OH, H) 
is described. These compds . showed very strong anti-inflammatory effect 
against dela; _vity in a mouse model. 

IT 720684-57-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study! ; PREP (Preparation) 

(preparation of fused tricyclic flavonoids from a D-glucal and their strong 
anti-inflammatory effect) 
RN 720684-57-1 CAPLUS 

CN 2H,10H-Pyrano[2',3' : 4, 5] furo [3, 2-g] [1] benzopyran-10-one, 

3 , 4, 4a, llb-tetrahydro-3 , 4, 1 1-tr ihydroxy-2- (hydroxymethyl) -8- ( 4- 
hydroxyphenyl) -, ( 2R, 3S, 4S , 4aS , 1 lbS ) - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-). 




HO' 



IT 720684-64-0P 

RL : RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of fused tricyclic flavonoids from a D-glucal and their strong 
anti-inflammatory effect) 
RN 720684-64-0 CAPLUS 

CN 2H,10H-Pyrano[2',3' : 4 , 5 ] f uro [ 3 , 2-g] [ 1 ] benzopyran-1 0-one, 

3, 4, 4a, llb-tetrahydro-ll-methoxy-3, 4-bis (phenylmethoxy ) -2- 

[ (phenylmethoxy) methyl] -8- [4- (phenylmethoxy) phenyl]-, (2R,3R, 4S, 4aR, llbS) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RE.CNT 17 THERE ARE 17 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 



